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WHAT IS CLAIMED IS: 



1. compound of the formula 

U-V-A- (Alk) .- {C (O) -NH) ^- (Alk) ^-B 
or a pharmaOseutically acceptable salt thereof, wherein 
g, h and j a^^ each independently 0 or 1; provided when 
h is 0, then gVis 0; 



Id 

fU 



|0 



10 



each Alk is independently a alkyl radical; 

U represents amidinV guanidino, - (G- alkyl ) ^-NH-R^ , - (G- 
alkyl)^-NH-C(Q) -R^, - >G-alkyl ) ^-C (Q) -N(R) -R,, - (G- 
P alkyl ), -NH-C (Q) -N(R) -r\ - { G-alkyl ) ^-NH-C ( Q ) -0-R, or - (G- 

alkyl)j^-0-C (Q) -N(R) -Ri radical; or U represents a 
15 hydroxyalkyl-G- radical which is optionally substituted 
=^ by a cycloalkyl, aryl , heteroaryl or heterocyclyl , 

i wherein the cycloalkyl, aryl, heteroaryl and 

heterocyclyl radicals are opt^ionally substituted by 1-3 
radicals of R2; 

ru 2 0 

wherein k is 0 or 1; 



G represents a bond, O, S or NH; 

2 5 Q represents O, S, NH, N-CN or N-alkyl; 

R is a radical of hydrogen or alkyl; 

R, is a radical of alkyl, haloalkyl, R^.R^^N-^^lkyl , R21O- 
30 alkyl, R^.S-alkyl, cycloalkyl, cycloalkyl -alkyl , aryl, 
aryl -alkyl , heteroaryl , heteroaryl -alkyl , heterocyclyl 
or heterocyclyl -alkyl, wherein the cycloalkyl\ aryl , 
heteroaryl and heterocyclyl radicals are optionally 
substituted by 1-3 radicals of R2; 

35 



/ 
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^herein R^i ^22 each independently a radical of 

irogen, alkyl, haloalkyl, cycloalkyl, cycloalkyl- 
alkW, aryl, aryl-alkyl, heteroaryl, heteroaryl-alkyl , 
heterocyclyl or heterocyclyl-alkyl , wherein the 
cycloalXyl, aryl, heteroaryl and heterocyclyl radicals 
are optiolnally substituted by 1-3 radicals of 

each R2 is iI^ependently a halo, alkyl, alkoxy, 
alkylthio, harbalkyl, haloalkoxy, hydroxy, carboxy, 
cyano, azido, amidino, guanidino, nitro, amino, 
alkylamino or dia\kylamino radical or two adjacent 
radicals on an aryiS^or heteroaryl radical represent a 
inethylenedioxy, ethy\enedioxy or propyl enedioxy 
radical ; 



V represents a radical of\ formula 



Re" 



— W7 Wy- 



Re 



Rr 



J' ' 



N 
I 



Wo-*' w« 

I II " 

6 W3^W4 



wU J\ 
W3 W3 



W4<^ «W4 



W4<i. ^-'^ •S-VV4 
W3 W3 



% W5 w 



W3 W3 



*-vy4 

3 



.W3^ ^.Wg 
W4 




% w 
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w 



8\. 



R3 
■R3 




W8^^_y-W6 R.^..^W9 W8^../^W9 



Wc 




N 
I 



R7 



or 



N 
I 



wherein is O. S or N-R3; wherein each R3 is 
independently a hydrogen or ^:|.kyl radical; is N or 
C-R^; Wg is N or C-R^; 

Wg is C(R3)2 and W.^ is W,; or W, is \R3R5 and W.^ is C(R3) 



each W3, and are independent l>y N or C-R^; 

provided the total niomber of cycloalkyl, aryl , 

\ 

heteroaryl, heterocyclyl , carboxy, -C(0)^0-R„, -C(0)- 
R,g, -C (O) -NH-R,9, -C(0)-N(R,g)2 and -R.g radicals in W^, 
W3, and W5 is 0-2; 




each Wg is independently N or C-H; provided that not 
more than two of W,, W,, W,, W. and W, representXN; and 



each R^ is independently a hydrogen, halo, alky 1 A 
alkoxy, alkylthio, haloalkyl, haloalkoxy, hydroxy) 
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cyano, carboxy, -C(0)-0-R,9, -C(0)-R,5, -C (O) -NH-R^^, 
_\ (O) -N(R„) 2, cycloalkyl, cycloalkyl-alkyl , aryl , aryl- 
Oc Jk^ aliVl, heteroaryl, heteroaryl-alkyl , heterocyclyl or 
CJT^ heteiJvPcyclyl-alkyl radical, wherein the cycloalkyl, 

5 aryl, \eteroaryl and heterocyclyl radicals are 

optionally substituted by 1-3 radicals of R2; or two 
adjacent radicals taken together with the carbon 
atoms to whi>ch they are attached represent a fused- 
phenyl or f used-heteroaryl of 5-6 ring members, wherein 
10 the phenyl and heteroaryl radicals are optionally 
substituted by 1-^ radicals of R2; 

p R5, Rg and R^ are eacn\independently a hydrogen, halo, 

alkyl , alkoxy, alkylthto, haloalkyl , haloalkoxy, 
J 15 hydroxy or cyano radical\ or R^ and Rg or Rg and R, taken 

fy together with the carbon atoms to which they are 

attached represent a fused-^henyl or f used-heteroaryl 
in of 6 ring members, wherein th^^phenyl and heteroaryl 

^ radicals are optionally substituted by 1-3 radicals of 

pj 2 0 R2; or R3 and Rg taken together wifeh the carbon atoms to 
C3 which they are attached represent a^fused-heteroaryl of 

6 ring members optionally substituted by 1-3 radicals 



of R^. 



25 



A represents a radical of formula 
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8 Xi 



Rc 



fR 



10" 



-R 



10 



'^ivn^^ \Rii/m 




or 



Rio Rii 



wherein is N or C-H; 



X2 is C-H, C-alkyl, a spirocycloa^lkyl or 
spiroheterocyclyl radical; wherein\^the spirocycloalkyl 
and spiroheterocyclyl radicals are optionally 
substituted by an 0x0 or thiooxo radnl^cal and 1-2 
radicals of alkyl, haloalkyl, hydroxy ,\alkoxy or 
haloalkoxy ; 



is -C{0)-, -C(S)-, -S(0)- or -SCO)^-; 



is O or N-R^^; 



Z2 is O, S or 
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and m are each independently 0, 1 or 2 , provided n + 
^=1, 2, 3 or 4; 

p ana q are each independently 0, 1 or 2 , provided p + 
q = 1X2 or 3; 



Rg, Rg, R^o, r\ and R,2 are each independently a hydrogen 
10 or alkyl radical; or -CR3R3- represents a -C(0)-; 



iu 

ru 
in 
pi 

m 



15 



20 



B represents a radical of formula 

Rl5 ^16 




tR-t7 ; 

wherein (a) R,^ is a hydrogenyDr alkyl radical; and R^^ 
is (1) an aryl, heteroaryl, -NH-C (O) -R,^, -C (O) -NH-R.^, 
-NH-C (O) -NH-R,9, -O-C (O) -NH-R,, , ^-^H-C (O) -O-R,^, -S (O) 3- 
R„, -NH-S(0),-R,,, -S(0),-NH-R,, or\-NH-S (O) ^-NH-R^ 
radical, or (2) an alkyl radical substituted by a 
radical of aryl, heteroaryl, -NH-C {0>) -R.g , -C (O) -NH-R,g , 
-NH-C (O) -NH-R,3, -O-C (O) -NH-R,,, -NH-C (Oi^-O-R.g, -S (O) ^' 
R,,, -NH-S(0)2-R,g, -S(0)2-NH-R,, or -NH-S CO) ^-NH-R.^ ; 
wherein the aryl and heteroaryl radicalsXare optionally 
substituted by 1-3 radicals of R2; or 



25 (b) R^^ is a hydrogen or alkyl radical; and rAIs (1) an 
aryl, heteroaryl, cycloalkyl , heterocyclyl , -NH-^C(O)- 
R,g, -C{0)-NH-R,9, -NH-C(O) -NH-R,9, -O-C (O ) -NH-R^g , \nH- 
C(0)-0-R,5, -S(0)2-R,9, -NH-S(0)2-Ri9' -S(0)2-NH-R,3 or\-NH- 
S(0)2-NH-R,g radical, or (2) an alkyl radical 

3 0 substituted by a radical of aryl, heteroaryl, 

cycloalkyl, heterocyclyl , -NH-C (O) -R.^, -C (O) -NH-R,g, 
-NH-C (O) -NH-R„, -O-C (O) -NH-R,g, -NH-C (O) -O-R,,, -S {O) 
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R,9, -NH-S(0)2-Ri9, -S(0)2-NH-R,g or -NH-S (O) ^-NH-R,, 
Nradical; wherein the cycloalkyl, aryl , heteroaryl and 
[J _iJ^ heterocyclyl radicals are optionally substituted by 1-3 
^J"-^ radoNjals of R^; 

5 

provided^hat when a nitrogen atom is attached to the 
carbon atcam to which R^^^ is attached, then R^^ is (1) an 
aryl, heterbaryl, cycloalkyl, heterocyclyl or -C(0)-NH- 
R^g radical, or^ (2) an alkyl radical substituted by a 
10 radical of aryl\ heteroaryl, cycloalkyl, heterocyclyl, 
-NH-C(O) -R,9, -C(O0 -NH"R,g, -NH-C(O) -NH-R.^, -O-C(O) -NH- 
R,,, -NH-C{0)-0-R,g, YS(0)2-R,9, -NH-S ( O ) ^-R.^ , -S (O) ^-NH-R,, 
O or -NH-S{0)2-NH-R,9; 

ui 15 wherein R,, is a alkyl, cycloalkyl, cycloalkyl-alkyl , 

fU aryl, aryl-alkyl, heteroaryl, heteroaryl-alkyl , 

^"^ heterocyclyl or heterocyclyl -alkyl , wherein the 

Cn cycloalkyl, aryl, heteroaryl\and heterocyclyl radicals 



i 



are optionally substituted by 1-3 radicals of R2; 



20 



R^g and R^g are each independently a^ hydrogen or alkyl 
radical; and 




E is a radical of carboxy, amido, tetrazolyl, -C(0)-0- 
25 R20, -C(0) -NH-R^,, -C(O)-NH-S(O)-R20, -C (o\nH-S (O) ^-R.o or 
-C(0)-NH-C(0)-R2o; 



wherein R^^ is an alkyl, cycloalkyl, aryl, heteroaryl or 
heterocyclyl radical or an alkyl radical substd^tuted by 
3 0 1-3 radicals of halo, hydroxy, carboxy, amino, \ 

cycloalkyl, aryl, heteroaryl or heterocyclyl, wherein 
the cycloalkyl, aryl, heteroaryl and heterocyclyl 
radicals are optionally substituted by 1-3 radicals\ 



R2 ; and 



35 
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that when U represents amidino, guanidino, 
-C(Q) -Nir:^R-....j^r -NH-C(Q) -NH-R, radical, wherein Q 
represents NH, N^=^N^r N-alkyl, then at least one of g, 
h or j is 1. 



2 . The compound of Claim 1 or a pharmaceutically 
acceptableXsalt thereof, wherein 



10 each Alk is independently a C^-Q^^ alkyl radical; 



hX 

ru 
in 

spa 

\^ 
ft! 

f ^ 

C3 



15 



20 



U represents ^idino, guanidino, -(G-lC^-Cg alkyl )) ^^-NH- 
R,, -(G-(C,-C3 aVkyl) ),-NH-C(Q)-R,, - (G- (C.-C^ alkyl )) 
C(Q)-N{R)-R,, -rG-(C,-C3 alkyl) )^-NH-C(Q) -N(R) -R,, - (G- 
(C.-Cg alkyl) )^-Nri\-C(Q)-0-R, or - (G- {C.-C^ alkyl) ) ,^-0- 
C(Q)-N(R)-Ri radical; or U represents a hydroxy {C^-C,^ 
alkyl )-G- radical Which is optionally substituted by a 
C3-C8 cycloalkyl, aryl / heteroaryl of 5-10 ring members 
or heterocyclyl of 9^-8 ring members, wherein the 
cycloalkyl, aryl, heneroaryl and heterocyclyl radicals 
are optionally substituted by 1-3 radicals of Rj; 

Q represents O, S, NH, N-CN or N- (C.-Cg alkyl); 



25 R is a radical of hydrogen or C^-Cg alkyl; 



R, is a radical of C,-Cg alkVl, halo(C,-C8 alkyl) of 1-7 
halo radicals, R^.R^^N- (C.-Cg klkyl) , R^.O- (C.-Cg alkyl), 
R2,S-(C,-C3 alkyl), C3-C, cycloklkyl, 03-0^ cycloalkyl (C.-Cg 
30 alkyl), aryl, aryl (C.-Ca alkyl\) , heteroaryl of 5-10 ring 
members, heteroaryl (Ci-Cg alkyl\) of 5-10 ring members, 
heterocyclyl of 5-8 ring members or heterocyclyl (C^-Cg 
alkyl) of 5-8 ring members, wherein the cycloalkyl, 
aryl, heteroaryl and heterocycly^ radicals are 
35 optionally substituted by 1-3 radicals of Rj; 



10 
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wherW R,, and R,, are each independently a radical of 
hydroVen, C,-C. alkyl, halo(C,-C. alkyl) of 1-7 halo 
rad.ca\ls, C3-C. cycloalkyl, c.-C, cycloalkyl (c.-C^ alkyl) 
aryl, aWl (C,-C, alkyl) , heteroaryl of 5-10 ring 
meters A heteroaryl(c.-C, alkyl) of 5-10 ring .enters, 
heterocyckyl of 5-8 ring members or heterocyclyl (c -C 
alkyl) of ^8 ring members, wherein the cycloalkyl' ' 
aryl, heterWryl and heterocyclyl radicals are 
optionally sVbstituted by 1-3 radicals of R,; 

each R, is independently a halo, c,-C, alkyl, c,-C, 
alkoxy, c,-C. alVylthio, halo(C,-C. alkyl) of I-5 Llo 
radicals, halo(A-c. alkoxy) of 1-5 halo radicals, 
hydroxy, carboxy,\ cyano, azido, amidino, guanidino, 
nitro, amino, C,-c\ alkylamino or di (C,-C, alkyl, amino 
radical or two adjacent R, radicals on an aryl or 
heteroaryl radical kpresent a methylenedioxy, 
ethylenedioxy or pro^lenedioxy radical; 

^0 each R3 is independentlV a hydrogen or C,-r alkyl 
radical; ^ 1 6 



each R IS independently a\ hydrogen, halo, C.-C. alkyl, 
C,-C, alkoxy, c,-C, alkyl thi\, halo(C,-C, alkyl) of 1-5 
halo radicals, halo(C,-C. aAoxy) of I-5 halo radicals, 
hydroxy, cyano, carboxy, -C(V»-0-R,„ -c(o)-R,,, -c(o,- 
NH-R„, -C(0)-N(R,,),, C3-C, cycVoalkyl, c -C 
cycloalkyl (C,-C. alkyl), aryl , \aryl (c.-ci alkyl) 
heteroaryl of 5-10 ring me:r^er\, heteroaryl (c,-'c, alkyl, 

5-10 ring members, heterocycVyl of 5-8 ring members 
or heterocyclyl (c,-C, alkyl) of sVs ring members 
radical, wherein the cycloalkyl , Wyl , heteroaryl and 
heterocyclyl radicals are optionally substituted by 1-3 
radicals of R,; or two adjacent R, Wdicals taken 
together with the carbon atoms to Xich they are 
attached represent a fused-phenyl oA fused-heteroaryl 
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of\5-6 ring members, wherein the phenyl and heteroaryl 
raoicals are optionally substituted by 1-3 radicals of 

R5, Rg and R^ are each independently a hydrogen, halo, 
C,-Cg alVl, C,-Cg alkoxy, C^-Cg alkylthio, halo(Ci-C, 
alkyl) oA 1-5 halo radicals, haloCC^-C^ alkoxy) of 1-5 
halo radicals, hydroxy or cyano radical; or and Rg or 
Rg and R, taken together with the carbon atoms to which 
they are attached represent a fused-phenyl or fused- 
heteroaryl of\6 ring members, wherein the phenyl and 
heteroaryl radicals are optionally substituted by 1-3 
radicals of R2; \pr R3 and Rg taken together with the 
carbon atoms to Which they are attached represent a 
f used-heteroaryl G>f 6 ring members optionally 
substituted by l-3\radicals of R2; 

X2 is C-H, C-(C,-C, alkyl), a C^-C^ spirocycloalkyl or 
spiroheterocyclyl of 9^8 ring members radical; wherein 
the spirocycloalkyl and spiroheterocyclyl radicals are 
optionally substituted by an 0x0 or thiooxo radical and 
1-2 radicals of C,-Cg alk^ , halo (C,-C^ alkyl) of 1-5 
halo radicals, hydroxy, c\Cg alkoxy or haloCC^-C^ 
alkoxy) of 1-5 halo radical^; 

R3, Rg, R^Q, R^^ and R,2 are eacfi independently a hydrogen 
or C,-Cg alkyl radical; or -CRgRg- represents a -C(0)-; 

B represents a radical of formula 




Rl7 ; \ 

wherein (a) R^^ is a hydrogen or Ci-Cg\ alkyl radical; and 
R.^ is (1) an aryl, heteroaryl of 5-lOy ring members, - 
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Nli^C(0)-R,,, -C(0)-NH-R,,, -NH-C (O) -NH-R„, -Q-C (O) -NH-R,, , 
-NI^C(0)-0-R^,, -S(0)2-R,9, -NH-S(0),-R,,, -S (O) ^-NH-R,, or 
-NhAs(0)2-NH-R^, radical, or (2) an C,-C, alkyl radical 
substituted by a radical of aryl, heteroaryl of 5-10 
ring rtkembers , -nh-C (O) -R,,, -C (O) -NH-R,, , -NH-C (O) -NH-R,, , 
-0-C(0)VNH-R,g, _NH_C{0)"0-R,,, -S(0),-R,,, -NH-S (0 ) ,-R,g , 
-S (0}2-NH-R^^ or -NH-S(0)2-NH-R^5; wherein the aryl and 
heteroarya radicals are optionally substituted by 1-3 
radicals df R^; or 

(b) R,^ is aXhydrogen or C^-C^ alkyl radical; and R,^ is 
(1) an aryl, \ heteroaryl of 5-10 ring members, C3-C8 
cycloalkyl, hfeterocyclyl of 5-8 ring members, -NH-CCO)- 
R,,, -C(0)-NH-rV -NH-C(0)-NH-R,,, -0-C(0)-NH-R,g, -NH- 
C(0)-0-R,,, -S(oY-R,,, -NH-S (0),-R,,, -S (O ) ^-NH-R,, or -NH- 
S(0)2-NH-R^, radidal, or (2) an C,-C, alkyl radical 
substituted by a Wdical of aryl, heteroaryl of 5-10 
ring members, Cj-CgXcycloalkyl , heterocyclyl of 5-8 ring 
members, -NH-C(0)-r\, -C (O) -NH-R,,, -NH-C (O) -NH-R,,, -O- 
C(0)-NH-R,,, ~NH-C(0) V)-R,,, -S(0),-R,g, -NH-S ( O ) ^-R,, , 
-S(0)2-NH-R^, or -2SfH-S{\))2-NH-R^, radical; wherein the 
cycloalkyl, aryl, hete^raaryl and heterocyclyl radicals 
are optionally substituted by 1-3 radicals of R^; 

provided that when a nitr(3gen atom is attached to the 
carbon atom to which R^3 is Attached, then R.^ is (1) an 
aryl, heteroaryl, cycloalkyA heterocyclyl or -C(0)-NH- 
R,5 radical, or (2) an alkyl rVdical substituted by a 
radical of aryl, heteroaryl, cycloalkyl, heterocyclyl, 
-NH-C (O) -R,g, -C (O) -NH-R,g, -NH-cVo) -NH-R^^, -O-C (O) -NH- 
R,,, -NH-C(O) -0-R,,, -S{0),-R,,, -N^-S (0) .-R,, , -S (O) ^-NH-R,, 
or -NH-SCO^-mi-R^^; \ 

wherein R^^ is a C,-Cg alkyl, C,~C^ c^loalkyl, C,-C^ 
cycloalkyl (C,-C, alkyl) , aryl, aryl {0.-C, alkyl ) , 
heteroaryl of 5-10 ring members, het^oaryl (C,-Cg alkyl) 
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of 5-M ring members, heterocyclyl of 5-8 ring members 
or heteVpcyclyl (Cj-Cg alkyl) of 5-8 ring members, 
wherein tiie cycloalkyl, aryl , heteroaryl and 
heterocyclysL radicals are optionally substituted by 1-3 
radicals of R^/ 

R,g and are each independently a hydrogen or C^-Cg 
alkyl radical; anci 

R20 is a C^-Cg alkyl, K-Cg cycloalkyl, aryl, heteroaryl 
of 5-10 ring members ot heterocyclyl of 5-8 ring 
members radical or a C^-^Cg alkyl radical substituted by 
1-3 radicals of halo, hyotoxy, carboxy, amino, Cj-Cg 
cycloalkyl, aryl, heteroar^ of 5-10 ring members or 
heterocyclyl of 5-8 ring members, wherein the 
cycloalkyl, aryl, heteroaryl and heterocyclyl radicals 
are optionally substituted by 1V3 radicals of R^. 



3 . The compound of Claim 2 or a pharmaceutical ly 
acceptable salcv thereof , wherein 

each Alk is independently a C^-Cg alkyl radical; 



V represents a radical ©f formula 



wU Vk. 



r ,1 V V 

W3<:^^W4 II I 





W3 W3 
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^ <>W4 
W3 W3 




; and 



is -C (O) - or -C (S) - . 



4. TFiG compound of Claim 3 or a pharmaceutical ly 
acceptable s^t thereof, wherein 

each Alk is independently a C,-Cg alkyl radical; 



V represents a radical of formula 
or 



W3 



X, is C-H or C- (methyl) radical; 



• 
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Y\is -C{0)-; and 

Rg, R^y^ R^(j, R^^ and R,^ are each independently a hydrogen 
or metSyl radical; or -CRgR^- represents a -C(0)-. 



10 



5. TheNcompound of Claim 4 or a pharmaceutical ly 
acceptable salt thereof ^ wherein 

each Alk is independently a C^-C^ alkyl radical; 



15 



U represents amidino^ guanidino, - (G- (C^-Cg alkyl) )^-NH- 
R,, -{G-(C,-C3 alkyl) )>^-C(Q)-R,, - (G- (C.-C^ alkyl )) 
C(Q)-N(R) -R,, -(G-(C,-c\salkyl) ),-NH-C{Q)-N(R)-R, or - (G- 
(C.-Cg alkyl) )^-NH-C(Q) -O-^, radical; 



G represents a bond, O or 



20 Q represents O, S, NH, N-CN or\N- (C,-C, alkyl); 



R is a radical of hydrogen or C^-\ alkyl; 



R, is a radical of C^-Cg alkyl, haloCQ^-C^ alkyl) of 1-5 
25 halo radicals, R^.R^^N- {C,-C, alkyl), R21V (C,-C, alkyl), 
C3-Cg cycloalkyl, C3-C8 cycloalkyl (C^-Cg aS]Jcyl) , aryl , 
aryl(C,-Cg alkyl), heteroaryl of 5-10 ring members, 
heteroaryl (C^-Cg alkyl) of 5-10 ring members^, 
heterocyclyl of 5-8 ring members or heteroc:^lyl (C^-Cg 
3 0 alkyl) of 5-8 ring members, wherein the cycloalkyl, 
aryl, heteroaryl and heterocyclyl radicals areV 
optionally substituted by 1-3 radicals of R2; 



R2J and R22 are each independently a radical of hydrogen, 
35 C,-C, alkyl, aryl, aryl(C,-C, alkyl), heteroaryl of 5\l0 
ring members or heteroaryl (Cj-C, alkyl) of 5-10 ring 




0^ 
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lembers, wherein the aryl and heteroaryl radicals are 
o\tionally substituted by 1-3 radicals of Rj; 

each is independently a halo, C^-C^ alkyl, C^-C^ 
alkoxyXc^-C^ alkylthio, halo(C^-C2 alkyl) of 1-5 halo 
radicals ^s. halo (C^-Cs alkoxy) of 1-5 halo radicals, 
hydroxy, carboxy, cyano, azido, amidino, guanidino, 
nitro, amino\ Cj-C^ alkylamino or di (C^-C^ alkyl)amino 
radical or two\adjacent R2 radicals on an aryl or 
10 heteroaryl radic^ represent a methylenedioxy , 
ethylenedioxy or px^opylenedioxy radical; 

P each Wg is C-H; 

15 each is independently av hydrogen, halo, C^^-C^ alkyl, 

C,-C, alkoxy, C,-C^ alkyl thi\ halo (C.-C^ alkyl) of 1-5 
if I \ 

halo radicals, halo(Ci-C2 alkoxy) of 1-5 halo radicals, 

hydroxy, cyano, carboxy, -C(0)^D-R,g, -C{0)-R^9, -C(0)- 
\^ NH-R,,, -C(0) -N(R,,)2, C3-C, cycloa\kyl, C3-C, 

rU 20 cycloalkyl (Cj-C, alkyl), aryl, arylN(C,-C, alkyl), 
^t; heteroaryl of 5-10 ring members, heteroaryl (C^-C^ alkyl) 

□ of 5-10 ring members, heterocyclyl of\5-8 ring members 

'^-^ or heterocyclyl (C^-C^ alkyl) of 5-8 rings^embers 

radical, wherein the cycloalkyl, aryl, heteroaryl and 
25 heterocyclyl radicals are optionally subst4tuted by 1-3 

radicals of R2; and 

R20 is a C^-C^ alkyl, aryl or heteroaryl of 5-lOVring 
members or a C^^-C^ alkyl radical substituted by li^3 
3 0 radicals of halo, hydroxy, carboxy, amino, aryl, 

heteroaryl of 5-10 ring members or heterocyclyl of\5-8 
ring members , wherein the aryl , heteroaryl and 
heterocyclyl radicals are optionally substituted by 1\3 
radicals of R, 



^2 • 



35 
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The compound of Claim 5 or a pharmaceutical ly 
acceptable salt thereof, wherein 



U represents amidino, guanidino, - (G- (C^-Cg alkyl))^-NH- 
R,, -NH-CUQ) -R,, -(G-(C,-C3 alkyl ) ) ^-C (Q) -N (R) -R, , -NH- 
C(Q)-N{R)W or -NH-C (Q) -0-R, radical; 




'■'■■J 



in 



ry 



Q represents O or NH; 



10 R is a radicdLL of hydrogen or C^-C2 alkyl; 



R, is a radicalXof C,-Cg alkyl, halo(C,-Cg alkyl) of 1-5 
halo radicals, R2,R22N- (C,-C, alkyl), R^.O- (C.-C^ alkyl), 
C3-C8 cycloalkyl A C3-C8 cycloalkyl (C^-C^ alkyl), aryl , 
aryl(C^-C4 alkyl ) ,\ heteroaryl of 5-10 ring members, 



15 



20 



25 



heteroaryl (C^-C^ aijcyl) of 5-10 ring members, 
heterocyclyl of 5-a ring members or heterocyclyl (C^-C^ 
alkyl) of 5-8 ring rtiembers , wherein the cycloalkyl, 
aryl, heteroaryl and\ heterocyclyl radicals are 
optionally substitutea by 1-3 radicals of R2; 

R21 and R22 are each ind^endently a radical of hydrogen, 
Ci-Cg alkyl, aryl or heteroaryl of 5-10 ring members, 
wherein the aryl and heteroaryl radicals are optionally 
substituted by 1-3 radicals of R2; 



each R2 is independently a halo, C^-C^ alkyl, C^^-C^ 
alkoxy, C.-C^ alkyl thio, CF3-\ CF3O- , hydroxy, carboxy, 
cyano, azido, amidino, guanioino, nitro, amino, C^-C^ 
30 alkylamino or di (C1-C2 alkyl) amino radical or two 

adjacent R2 radicals on an arylXor heteroaryl radical 
represent a methylenedioxy , eth^lenedioxy or 
propyl enedi oxy r adi cal ; 



3 5 each W^, W3, and are independently C-R^; 
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ea&h R4 is independently a hydrogen, halo, C^-C^ alkyl, 
C,-a alkoxy, C,-C^ alkyl thio, halo(Ci-C2 alkyl) of 1-5 
halA radicals , halo (C1-C2 alkoxy) of 1-5 halo radicals, 
hydroxy or cyano radical ; 



A represents a radical of formula 



R 



8 Rc 




R 



or 



10 Rr 



10 



15 



20 



25 



(a) is a hVdrogen or C^-C2 alkyl radical; and R^^ is - 
NH-C(O) -R,g, -Nk-C (O) -NH-R,g, -NH-C (O) -O-R^g, -NH-S (O) ^-R^^ 
or -NH-S (O) 2-NH^Ri5 radical; or (b) R,^ is a hydrogen or 
C,-C2 alkyl radical; and R,5 is (1) an aryl , heteroaryl 
of 5-10 ring membVrs, C3-Ca cycloalkyl or heterocyclyl 
of 5-8 ring members radical , or (2) an C^-C^ alkyl 
radical substituted >by a radical of aryl, heteroaryl of 
5-10 ring members, c)\C^ cycloalkyl or heterocyclyl of 
5-8 ring members radical; wherein the cycloalkyl, aryl, 
heteroaryl and heterocytlyl radicals are optionally 
substituted by 1-3 radicals of R^; 

R,9 is a C.-C^ alkyl, aryl, Wyl (C.-C^ alkyl), heteroaryl 
of 5-10 ring members or hetferoaryl (C^-C^ alkyl) of 5-10 
ring members, wherein the arVl and heteroaryl radicals 
are optionally substituted by\l-3 radicals of R2; 



R, 



and R^8 are each independently a hydrogen or C^-C^ 



alkyl radical; 



30 



E is a radical of carboxy, amido, tetrazolyl or -C(0)- 



0-R. 



and 




5 



A-648 



R^o isX^-Cj alkyl, aryl or heteroaryl of 5-10 ring 
members C,-C3 alkyl radical substituted by 1-3 

radicals of^i^, hydroxy, carboxy, aryl or heteroaryl 
of 5-10 ring meJhi^rs, wherein the aryl and heteroaryl 
radicals are opti^ly substituted by 1-3 radicals of 



7. The compound of Claim 6 or a pharmaceutically 
0 acceptable salt thereof, wherein 

Alk is independently a C,-C, alkyl radical; 
G represents a bond or NH; 



R,i and R,, are each independently a radical of hydrogen, 
C,-C, alkyl or aryl, wherein the aryl and heteroaryl 
radicals are optionally substituted by 1-3 radicals of 

R2 ; 

each R, is independently a hydrogen, halo, C,-C, alkyl, 
C,-C, alkoxy, C.-C^ alkyl thio, CF3-, CF3O-, hydroxy or 
cyano radical; 

A represents a radical of formula 

Q R10 



"8 



(a) R., is a hydrogen or C,-C, alkyl radical; and R,, is 
-NH-C (O) -0-R„ or -NH-S(0),-R,, radical; or (b) R,, is a 
hydrogen or C,-C, alkyl radical; and R„ is (1) an aryl 
or heteroaryl of 5-10 ring members, or (2) an C,-C, 
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alkyl radical substituted by a radical of aryl or 
heteroaryl of 5-10 ring members; wherein the aryl and 
heteroaryl radicals are optionally substituted by 1-3 
radicals of R,; 

5 

R,, is a C,-C, alkyl, aryl or aryl (C,-C, alkyl), wherein 
the aryl radicals are optionally substituted by 1-3 
radicals of R^; 

10 R^, and R,3 are each independently a hydrogen or C,-c, 
alkyl radical; 

E is a radical of carboxy or -CCO-O-R^q; and 

15 R,, is a C,-C, alkyl, aryl or aryl (C,-C, alkyl) radical, 

wherein the aryl radicals are optionally substituted by 
1-3 radicals of R, . 



8. A pharmaceutical composition comprising a 
compound according to any of Claims 1 to 7 and a 
pharmaceutically acceptable carrier. 



25 



30 



9. A method for the treatment of a disease or 
disorder modulated by an integrin receptor comprising 
administering an effective amount of a compound 
according to any of Claims 1 to 7 . 

10. The method of Claim 9 wherein the integrin 
receptor is vitronectin receptor cx^P3, o^^p^ or cx^p^. 



11. A method for the treatment of a disease or 
disorder modulated by an integrin receptor comprising 
administering an effective amount of a composition of 
35 Claim 8. 



3 n 
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12. The method of Claim 11 wherein the an integrin 
receptor is vitronectin receptor a^Pj, oc^Ps or a^P^ . 

5 13 . A method of antagonizing an integrin receptor 

comprising administering an effective amount of a 
compound according to any of Claims 1 to 7 . 

14 . The method of Claim 13 wherein the an integrin 
10 receptor is vitronectin receptor <\^^, (X^Ps or cc^Pg . 

15. A method of antagonizing an integrin receptor 
- comprising administering an effective amount of a 



"^=4 composition of Claim 8. 



15 

16 . The method of Claim 15 wherein the an integrin 
receptor is vitronectin receptor o^pj, a^Ps or oc^Pg . 

17 . A method for the treatment of 

2 0 atherosclerosis, restenosis, inflammation, wound 

healing, cancer, metastasis, bone resorption related 
diseases, diabetic retinopathy, macular degeneration, 
angiogenesis or viral infections comprising 
administering an effective amount of a compoimd 

25 according to any of Claims 1 to 7 . 



18 . A method for the treatment of 
atherosclerosis, restenosis, inflammation, wound 
healing, cancer, metastasis, bone resorption related 
3 0 diseases, diabetic retinopathy, macular degeneration, 
angiogenesis or viral infections comprising 
administering an effective amount of a composition of 
Claim 8 . 



35 



